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1. fi^AH- SAHAH£S)_1S 



fl| 2 0074691 « ^ 2003/11/18 

* 10H-^te[b,f][l,4]Elo>^^-ii-^ ^|£^6q 3°~§.>H, # c-j ^ 

afl S AV^. aj^o] «Y^}?}^ ^Wfe 10H-^€S[b,f][l,4]^o>^^-il-^ 

*I13^H ^tt & tf 1 ^ 10H-t1«3t[b,f][l,4]e|ol-^l«-ll-** 

J^a}^, -fj-7l-§-*fl£) A>-g-^ ajisHH ^SH-S-S. 7>^-tt "cHH^. 
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lOH-^tetb , f ][l,4]Hlo>^^-ii-^ ^S^lHMethod of preparing 
lOH-Di benzo [b , f ] [ 1 , 4] t hi azep i ne-ll-one} 

<l> t}7] 1S _ &X\S\±t 10H-^^!2:[b,f][l,4]B)c5>^^-ll-^ ^S^tH 

AV<>} 3Ip§SM ^ Jie|5|. ti>-§-^ Jl^^H -fM-S-^ A>-g-^ ^ 

^W^*! $#°] 7>^tb 10H-^«£[b,f][1.4]El«>H^-ll-^ 

<2> 1] 



#7] £r«H IS S^lSlfe 10H-qte[b ( f][l,4]Hlo^l^-ll-^ *lIL-g- 3^ 

^S^-^B^M^r Hl^all^ ^BMB*M 2-^^3.^5)1^^311-^1- ^ 
u)BB7l» ^A^laL, A>-§-^H 4»l2=.7l* ^l^Aloi-^S %^3M?1 ^. 




16-4 



HLo74691 ^ 2003/11/18 

tfiflol Helv. Chim Acta, 48, 336 (1965H1 #0.14, #7) HTO* 3*11 

o.s.^V ii^l- A}-§-*flo> M7> Sl<H ^^7Hfe WW 

=s> lE^-, ^"71 MCHelv. Chim Acta, 48 , 336 (1965))°)] ^WBl-S^^ E}iL#3€# 
Bfl^oil^eilsi- *M 10H-clte[b,f][l, 4] E] aflS^Hr <3^-S|<H 

« * 10H-^^S[b.f][l,4]E)6>7)l^-ll-^ <3fe ^7fls-^ *fl0240228JL $ A 

02823631)^ 5L?\$t ShS-aWH #91 #3 SlWolyphosphor ic acid)* -g-^S. A>-§-^- 

<7> 2-Jl-f-3-V|H5.M4 El^-El-i^g- ^ SS . §}c^ 10H-c]'S2:[b,f][l,4]Hlc.>^^-ll-€: 

& *ll2:*Kr ^ (J.Med. Chem. 44, 372-389. 2001)£ ^*3L7W -fH** 

3. tiv-g-^ ^^fl^olji Jl^-^M 2)^3^73 lOH-n] 
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<9> n^M. ^fi] -=-3£r ^l^H^ Jl^^o]^ -a-7l-§-nflS] A>-§-^ ^3^0.3. ^ 

7 >^ V 10H-^te[b,f][l,4]^<iHl^-ll-^ ^jlS^^r *)1 

<10> ^-71 s.^^. ^*> 7 ] fl^- £ j^ij IS. 10H-^te[b,f][l,4] 

-i] 23 S^lSlfe r]B]iL#e|'£A>4 l-«g^-2-MBSia^l* *W SJ-flJ-S] 3JL3. S^s) 

2-C2-M B3.sll ^Wl. ) te>iMr *||£*Rr ^1; -g-pfl $ $«*fl ^fl^HH ^71 

S^S)^ 2-(2-MHS^1^^4t)Sl2:^* €1-71 Sj-flHJ 43 S 

Al?lfe 

<u> 1 




<13> [3^^ 2] 
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CQ 2 H 



<ie> oi^> ^1*1 ^4 ^"4. 

^aV^ s^&o] a]^ Jie|5|. aV-g-^- a] ^ ^^]^o]51 Jl^«H A}-g-^ 

s^SHSM 10H-^€S[b,f][l,4]^6l-^^-ll-^ r Sl *fl2: 

%WSM 3^3<a jiel^- *l5*l -8-7] *tM 15. a^ls)^ 10H-^€2:[b.f][l,4]^6> 

^m-ll-^r-i- ^SW. 
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<19> £ « 3 ^^AS. ^Jt^a. #7] 23. tm±^m±^ 1- 

<2o> 2S n^^-ej^-iH tflti- l-^WBS-a^sl ^-fr 2-3°} 

t*j, H>^-3)*»llfe 2-2.2 W>lt*. ^7} l-gUhZ-^HSM^I 2 #-§-°l £ 

<2i> ^ofl Afg- 7>^ ^71^ ^Sf^Hf-, 4^>2}-«, 4^3-3 #. ^ 

4. <§7l^ ^o] 4 nl^o]^ wV-§- ^^r#ol ^o^jl, 5^g: ^-S. °l^-2.3. 

<22> ^-7) 3^8-3 50-100'Col^, wl^^lfe 80~100t;om. *t^£7} 

<23> #7] SA^H. ^ n H* A >-§"^ * + ^-§-^7} Sj=?> if^l^- <%*fro) 

^o.uf A>-g-^i 3*4 €• *Wfe 7>^^ # n B^ < S^^H3l^im , 9- 

2*. ^M^BbH^S-tt. ^MHe^<£3.i3-, •gSMlHeWI'atfSLfc-, 

16-8 
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A.$. = M^Hel-¥-^^2--B-, AiL^-^H^l^^-H-, -S^.H^H^^^-S-^-. 

' a] 5]^ 2-(2-q^5«Wli)«^ ^-§-°-^ ^ ^MH t^it °1 

< 25 > ^-71 ^r^S\- A>-g-£)fe #nj|fe Sfe #*IH >M-**M W 

o.jL^ e>q-q^(Raney-Ni), Mw(Ru), ^eV^(Pd), ^^(Pt), ^ 5f-(Rh) ^ 
^ ^ #*)]5^r ^-f-^i-KAluinina), ^e) ^(Silica), *)l-§-sHH(Zeolite) , Sfe 

^(Molecular Sieved W a}** ^ fltK *1*4HS. s>q-u|^(Raney-Ni) 

<26> «}-§-§. ^Sflofl 2~30f^%5. -fi-*l*Kr 3°1 ^3" 

%*|**7l3.fe 5~20f^%7} #4. #»ti^ W°l 2^^% nln]-^ ^-foflfe ^ % 

<27> a. ^tgofl^fe. o]5lfb ^i§H 3^ #(H 2 0), d|| ^ ^(Methyl alcohol), 

*l^tt*(Ethyl alcohol), 2n3«»3.«W(n-Propyl alcohol), ^fe ^HS^lM- 
(i-Propyl alcohol) a}** ^ fl^. *)m -g-^fl #. ^ 

a>-§-^ ^o] ^tf. -g-nfll- Aj-g-tf nfl -g-^^S] 2-(2-4 BiM ) *3E.^ 

1~50*«*». W}^*>7l5fe 5~40^%5 **l*Kf *£7> 1^% Pl^tt 3 + 
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°fl-& ^KEtt -§-*flA}-§-Jl5L 50f*^%* ^-f^lfe ^t-g-^ «=>1 # 

<28> at!-, ^4i3H Sit!: 45. aA]5)^- 2-(2-oH^^-i41)^S^ 

-§-£. 4> 7 ] ^-^-4] 3J15 2-(2-^^S.5ll^^^^)€S>i> tflti] 3-85. 

^Jl, wH-<^ 10-l.OOOpsig, «>-g-^£ 1-2001C, ^ 1~12 Amsl ^ 

E)^, H>^-2je}7]S.fe 3-5, ^-g-^ 100~900psig, ^ «>^-&5L 10-170^ 

<29> n t^g-, #7] 15 &*]$\t= 10H-^^S[b,f][l,4]Elo>^^-ll-^ #7l 3^*1 

45. 3*1 5)^ 2-(2-oHt5|1^^2|-^)^S^ ^SiL^o} ojol A>^nfl ^T-fl Sfe Jf 

*fl*HH -n-Tl-g-nfl *HM 333*1 ^.33- ^-§--5-5 ^ls^cf. 

<?kh p-l-^-^^-a-, £fe HM££<+ f-°H wf^^m Hfe <?14H 

cf. AV^ D flo] ^-^=6. 0 .1~5%°H, «>^*Wlfe 0.5~2fto]cf. ^nflo} Af-g^o] 0.59b ^l^t^ 

3*11 *w 4. ^-g-^i ^H-^r ^^M" ^T-§-#i7> ^7-1*1 ^3} BIS! 

-§r*M4. av^-g-nil^- tffl^jl, 1-^-^, 7fg^l -f-ol A>-g-7>^M, 4^^711^ 7><a€°l 

#-g-^ a]^ ( 3l-§:3 0 M -fM-g-^ A>-§~i- «r^€^ < ?l -tf 

<£3 s$s±o) 7 >^tb 10H-^te[b,f][l,4]Elo>7im-ll-^ ^ SicV. 
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<33> 1 

<34> J2«> $ *fl-^l7> -^-3)-^ 0.5S^ >&-g-7H ^^^e)^(50g, 0.163mol)4 

v+E^-(26.1g, 0.653mol)^r "4 3. 175ml 3 M l-^^-2-qM^€(54g, 0.343mol)^- 

wljl 5Al^o> ^Hf^tj-. 2-£o|) ^ (200ml >2)S °l^r-§- l-^^-2-MSS^^|- *i] 

^-g-ofl ^e. <gxj.^6no. S -f. (200ml >2)3_ ^#*>^^. ^ 

*M 2-(2-^S^mW€)Hll2:'2:(80.7g)^- ££4 
<35> ^a1<^1 2-4 

<36> JI7H]- ^ Q^x}7} l.OelB] W}^-7l» ol-§-*><^ #7l ^*H1 l°lH 2"(2~M 

lip* ■ 

^S.n^^m^ 90g* # 270g^l -§-*fl*VS^. C^ V ^ £ 110^. SH-*^ 450psig, 
Al^ 6hrs, #7l 2-(2-^SS.all 1 d€4^)^^ ^1 ^ 3.0# Al~§-*}£:n} -§-*fl 

tfl 2-(2-^B3.sll\i^3}-lDte# fl-^g- 20^^%S. 2:^5)^, ^flfe i*M M ^(Raney-Ni ) 
18gl- A>-g-*H ^-g-Al^cf. 

-§-2^ £SH) 14§ *>7] £ H 4eH&4. ^"I-fr B fl 3^7in>cf *fl^*H ^ 

a^K^^S ^SV*^, «J-°r ^^#(2-(2-6M^^^4^)^2:<i)2l 1 

H-NMR(CDC1 3 ), 500MHZ)* Af-g^^-. 
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<38> [5. 1] 



41 




psig 


«**l*Hhr) 


* 


tm^, %* 


2 


50 


145 


13.5 


46 


68.9 


3 


100 


450 


3 


100 


98 




150 


450 


3 


100 


96 



<39> *2-(2-o\^]^n^4.^M^^ 

<40> 5~6 

<4l> ^SLtiV ^ «-fi-#*|7> 0.5e)B] 6 l-8-*H l°H A i 2-(2-^ 

BSSII^^^)^!^ 20g* ^}-§-*H. ^-g-^SrS 100°C, $b%-<&^ 450psig, 2-(2-MB^sll 1 d 
tj)nl « «]* 3.0^- a}-8-*H -*7l <g*H 2S}- *M9*Hi4. 

<42> [5 2] 



<4I 






*HM*Khr) 






*JA|^| 5 




10 


3 


100 


98 


^A|oj] 6 




20 


6 


100 


97 



<43> *2-(2-^^S.^^^.M2i^ -§- B fl^ W 

<44> ^A]ofl 7 

<45> 0.5BlBi «]:-§-7H#7l 2-(2-c>H^l^^^-*) 1 €^(30g, 0.122mol) 

4 %#(0.15g) ^ 7^3! (100ml )» ^JL 6Al7i^-o> ^-fH^. #£0.55. * 

[b,f][l,4]Bl6l-^^-ii-^(25.3g)* 91% ^#5. 

16-12 



^^20074691 M 2003/11/18 

Wl-g-§- ^ W§-2} Aj-g-0_S °]fV #°ja} ^A>ol o^B^ 5l47> 
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[^T 1 * 1] 

H)1!ak4bfi: #31; 

D^^^r *rdts* «}-§- ^ ^ §>7l fl-^ 45. 2-(2-<>M ie*!] ^ 4li ) 

-B-71-g-nfl ^ ^#nflSl ^ SEfe ^"71 ^-il 45. Sa]s)^ 2-(2-<>M^S|l 

«M 13. a^s)^ 10H-t)«2[b,f] [1,4] E| oHm-n-^ ^flS^. 



l 




2 




3 
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C0 2 H 



WW 2] 

#7] ^SL^^ l-«^-2-MHSHi^ 2-3^^ 50~100r°fH ^-a]^ 

3] 

4] 

(Pt), a#(Rh)«>H, a> 7 ] -g.^ #nflo] ^.o. # ^^ H1 2~30#^%?l 3 
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[^T 1 * 5] 

Hft, lit!, i=e.^:=3.«M, 2 - o]^h 5.^«a-i-ol B^jo S ujog 

£51^^41)^ m tiel 3-5^. ^j7^) «H-<£3 I0~l,000psig, Shg-^JE 
1-200'C, ^ iH-Am 1-12 ^ E^O S Hj-^ 

7] 

[^T 1 * 8] 

^|l^°l| SU^I, -^71 JL3}s}- «}-§- -a-71-g-n]]^ S.s^J £ ^ 7f^^]«y ^ 

I^T 1 * 9] 
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